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WHAT IS CLAIMED IS: 



A compound of the formula 

R 5 R 6 
X-Y-Z- 




wherein X is selecteq from the group consisting of 

R 1 



10 




C0 2 R 9 
R 7 R 8 



■NR ] 



NR^ 
C-NR 1 R 2 



a 5- or 6-membered monocyclic aromatic or nonaromatic ring 
system having 0, 1, 2, 3 or 4 heteroatoms selected from the group 
consisting of N, O, and S wherein the ring nitrogen atoms are 
unsubstituted or substituted with one Rl substituent and the ring 
carbon atoms are unsubsti^uteci^r substituted with one or two Rl 
substituents, and 



15 



20 



25 



a 9- to 14-membered polycyclioyiing system, wherein one or more 
of the rings is aromatic, and wherein the polycyclic ring system 
has 0, 1, 2, 3 or 4 heteroatoms selected from the group consisting of 
N, O, and S wherein the ring nitrogen atoms are unsubstituted or 
substituted with one Rl substituentNand the ring carbon atoms are 
unsubstituted or substituted with oneVor two Rl substituents; 



Y is selected from the group consisting of 
-(CH 2 )m-> 

-(CH2)m-0-(CH2)n-, 

-(CH 2 )m-NR4.(CH2)n-, 

-(CH 2 )m-S-(CH2)n-, 

-(CH 2 )m-SO-(CH2)n-, 

-(CH2)m-S0 2 -(CH2)ii-, 
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fCH2)m-0-(CH2)n-0-(CH2)p-, 
-((m2)m-0-(CH2)n-NR4-(CH2)p-, 
-(CR2)m-NR 4 -(CH2)n-NR4-(CH2)p-, 
-(CH3|m-0-(CH2)n-S-(CH2)p-, 
-(CH2)m-S-(CH2)n-S-(CH2)p-, 
-(CH2)m-^R4.(CH2)n-S-(CH2)p-, 
-(CH2)m-N&4.(CH2)n-0-(CH2)p-, 
-(CH2)m-S-(OH2)n-0-(CH2)p-, and 
-(CH2)m-S-(CHg)n-NR4-(CH2)p-, 

wherein any methylene CCH2) carbon atom in Y, other than in R4, can 
be substituted by one or tw\ substituents; 



15 



Z is selected from the group consisting of 



O 

-CNR 4 - 



O 
ti 

-NR 4 CNR 



20 



25 



30 



O 

■NR 4 C- 

-CH2CH2-, and -CH=CH-, wheWn either carbon atom can be 
substituted by one or two substituents; 

Rl and are each independently selectedVrom the group consisting of 

hydrogen, halogen, Ci-10 alkyl, C3.8 cydk>alkyl, 
C3-8 cycloheteroalkyl, C3-8 cycloalkyl Ci-<rcdkyl, 
C3-8 cycloheteroalkyl Ci-6 alkyl, aryl, aryl alkyl, amino, 
amino Ci-8 alkyl, Ci-3 acylamino, Ci-3 acylaifrino Ci-8 alkyl, 
(Ci-6 alkyl ) p amino, (Cl-6 alkyl ) p amino Ci-8 al&yl, 
C1-4 alkoxy, Ci-4 alkoxy Ci-6 alkyl, hydroxycarbd^yl, 
hydroxycarbonyl Ci-6 alkyl, Ci-3 alkoxycarbonyl, 
C1-3 alkoxycarbonyl Ci-6 alkyl, hydroxycarbonyl- 
Ci-6 alkyl oxy, hydroxy, hydroxy Ci-6 alkyl, Ci-6 alkylo^ 
Ci-6 alkyl, nitro, cyano, trifluoromethyl, trifluorometho3 
trifluoroethoxy, Ci-8 alkyl-S(0) p , (Ci-8 alkyl ) p aminocarboWl, 
Ci-8 alkyloxycarbonylamino, (Ci-8 alkyl ) p aminocarbonylox3 
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iryl Ci-8 alkyDpamino, (aryl)pamino, aryl Ci-8 
cylsulfonylamino, and Ci-8 alkylsulfonylamino; 
or\two Rl substituents, when on the same carbon atom, are taken 
together with the carbon atom to which they are attached to 
form a carbonyl group; 



10 



15 



each R3 is independently selected from the group consisting of 
hydrogen, 
aryl, 

Ci-io alkyl, 
aryl-(CriB) r -0-(CH2)s-, 
aryl-(CrlirS(0)p-(CH2)s-, 
aryl-(CH2Y-C(0)-(CH 2 ) s -, 
aryl-(CH 2 M-C(0)-N(R4)-(CH2) s - 

aryl-(CH2)rV R4 >- C (°H CH 2)s- 
r(R 4 )-(CH 2 )s-, 



20 



25 



30 



aryl-(CH2)r- 
halogen, 
hydroxyl, 
oxo, 

trifluoromethyl} 
Ci-8 alkylcarboi^yl amino, 
aryl Ci-5 alkoxy, 
Ci-5 alkoxycarbonVl, 
(Ci-8 alkyl )paminocarbonyl, 
Ci-6 alkylcarbonylo^y, 
C3-8 cycloalkyl, 
(Ci-6 alkyDpamino, 
amino Ci-6 alkyl, 

arylaminocarbonyl, 
aryl Ci-5 alkylaminocar[Donyl, 

aminocarbonyl, 
aminocarbonyl Ci-6 alkyl 

hydroxycarbonyl, 
hydroxycarbonyl Cl-6 alkyl 
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[OC-(CH 2 )t-, 
.6 alkyl-C=C-(CH2)f , 
C3V cycloalkyl-C=C-(CH2)t-, 
aryl>C^C-(CH2)t-, 
Ci-6Vkylaryl-C^C-(CH2)t-, 
CH2=OH-(CH 2 )t-, 
Ci-6 al%l-CH=CH-(CH2)t-, 
C3-7 cycl\alkyl-CH=CH-(CH2)t- J 
aryl-CH=OH.(CH2)t-, 
Ci-6 alkylaWcH=CH-(CH2)t- J 
C1-6 alkyl-S02-(CH2)t-, 
Ci-6 alkylarylA^02-(CH2)t-, 
Ci-6 alkoxy, 
aryl Cl-6 alkoxy} 
aryl Ci-6 alkyl, 

(Cl-6 alkyl ) p amino\p 1-6 alkyl, 
(aryl)pamino, 
(aryl)pamino Cl-6 alwl, 
(aryl Cl-6 alkyl ) p amine 
(aryl Cl-6 alkyl )pamino ^1-6 alkyl, 
arylcarbonyloxy, 
aryl Cl-6 alkylcarbonyloxj 
(Cl-6 alkyl) p aminocarbonyl\ 
Cl-8 alkylsulfonylamino, 
arylsulfonylamino, 
Cl-8 alkylsulfonylamino Cl-6 
arylsulfonylamino Cl-6 alkyl, 
aryl Cl-6 alkylsulfonylamino, 
aryl Cl-6 alkylsulfonylamino Cl-6 
Cl-8 alkoxycarbonylamino, 
Cl-8 alkoxycarbonylamino Cl-8 alkyl, 1 
aryloxycarbonylamino Cl-8 alkyl, 
aryl Cl-8 alkoxycarbonylamino, 
aryl Cl-8 alkoxycarbonylamino Cl-8 alkyl! 
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h-8 alkylcarbonylamino, 
C\-8 alkylcarbonylamino Ci-6 alkyl, 
arj^carbonyl amino Ci-6 alkyl, 
aryiyCi-6 alkylcarbonylamino, 
aryl Ci_6 alkylcarbonylamino Ci-6 alkyl, 
aminqcarbonylamino Ci-6 alkyl, 
(Ci-8 aJkyDpaminocarbonylamino, 
(Ci-8 alkyl)paminocarbonylamino Ci-6 alkyl, 
(aryl)paminocarbonylamino Ci-6 alkyl, 
(aryl Ci-A alkyl )paminocarbonylamino, 
(aryl Ci-sVlkyDpaminocarbonylamino Ci-6 alkyl, 
aminosulfoWlamino Ci-6 alkyl, 
(Ci-8 alkyl Mammosulfonylamino, 
(Ci-8 alkyl ) p kiaftyosiilfonylamino Ci-6 alkyl, 
(aryl) p aminosMfonylamino Ci-6 alkyl, 
(aryl Ci-8 alky\) p aminosulfonylamino, 
(aryl Ci-8 alkylJbaminosulfonylamino Ci-6 alkyl, 
Ci-6 alkylsulfonj 
Ci-6 alkylsulfonyl\Ci-6 alkyl, 
arylsulfonyl Ci-6 alkyl, 
aryl Ci-6 alkylsulfomyl, 
aryl Ci-6 alkylsulfon^l Ci-6 alkyl, 
Ci-6 alkylcarbonyl, 
Ci-6 alkylcarbonyl Ci-& alkyl, 
arylcarbonyl Ci-6 alkyl, 
aryl Ci-6 alkylcarbonyl, 
aryl Ci-6 alkylcarbonyl C\-6 alkyl, 
Ci-6 alkylthiocarbonylamino, 
Ci-6 alkylthiocarbonylsaninu Ci-6 alkyl, 
arylthiocarbonylamino Ci-6Vlkyl 5 
aryl Ci-6 alkyl thiocarbonylamino, 
aryl Ci-6 alkylthiocarbonylamlno Ci-6 alkyl, 
(Ci-8 alkyl) p aminocarbonyl Ci^fi alkyl, 
(aryl)paminocarbonyl Ci-6 alkyl 
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iryl Ci-8 alkyDpaminpcarbonyl, and 
(kryl Ci-8 alkyDpaminocarbonyl Ci-6 alkyl; 

oi\two substituents, when on the same carbon atom are taken 
together with the carbon atom to which they are attached to 
form a carbonyl group or a cyclopropyl group, 
wherein aAy of the alkyl groups of are either unsubstituted or 
substitutedVwith one to three Rl substituents, and provided that each 
is selected such that in the resultant compound the carbon atom or 
atoms to whiph R^ is attached is itself attached to no more than one 
heteroatom; 



each R^ is independently selected from the group consisting of 
hydroger^ 
aryl, 

15 aminocarbbnyl, 
C3-8 cycloaJkyl, 
amino Ci-6 klkyl, 
( aryl )p amin ocarb o ny 1 , 
(aryl C1.5 alkyl )paminocarbonyl, 
20 hydroxycarbonyl Ci-6 alkyl, 

C1-8 alkyl, 
aryl Ci-6 alkyl, 

(Ci-6 alkyl) p amiko C2-6 alkyl, 
(aryl Ci-6 alkyl )pkmino C2-6 alkyl, 
25 Ci-8 alkylsulfonyl) 

Ci-8 alkoxycarbonj 

aryloxycarbonyl, 
aryl Ci-8 alkoxycarb\>nyl, 
Ci-8 alkyl carbonyl, 
30 arylcarbonyl, 

aryl Ci-6 alkyl carbonyl) 
(Ci-8 alkyDpaminocarbonyl, 

amino sulfonyl , 
Ci-8 alkylaminosulfonylA 
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taryDpaminosulfonyl, 

(aryl Ci-8 alkyl )paminosulfonyl, 

aiwlsulfonyl, 

arjdCl-6 alkylsulfonyl, 

Ci-K alkylthiocarbonyl, 

arylihiocarbonyl, and 

aryl Vl-6 alkylthiocarbonyl, 
wherein anj\ of the alkyl groups of R4 are either unsubstituted or 
substituted with one to three substituents; 

R5 and R6 are\each independently selected from the group consisting of 
hydrogen, 
Ci-io alkVl, r\ 

aryl, \ (Jj 

aryl-(CH 2 )irO-(CH2) s - ? 

aryl-(CH2)rfeo) p -(CH2)s-, 

aryl-(CH 2 )r-b(0)-(CH2)s-, 

aryl-(CH2)r-Q(0)-N(R4)-(CH 2 )s- ? 

aryl-(CH 2 )r-mR 4 )-C(0)-(CH2)s- J 

aryl-(CH2)r-N(W)-(CH 2 )s-> 

halogen, \ 

hydroxyl, \ 

Ci-8 alkylcarbonVlamino, 

aryl Ci-5 alkoxy, \ 

Ci-5 alkoxycarbonyl, 

(Ci-8 alkyl )paminocarbonyl, 

Ci-6 alkylcarbonyloxy, 

C3.8 cycloalkyl, \ 

(Ci-6 alkyl ) p amino, \ 

amino Ci-6 alkyl, \ 

arylaminocarbonyl, \ 

aryl Ci-5 alkylaminocaroonyl, 

aminocarbonyl, \ 
aminocarbonyl Ci-6 alkylL 
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mydroxycarbonyl, 
Iwdroxycarbonyl Ci-6 alkyl, 

HCsC-(CH2)t-, 
CtSb alkyl-CsC-(CH2)t-, 
C3-\cycloalkyl-C=C-(CH2)f, 
aryl-Wc-(CH 2 )t-, 
Ci-6 Wlaryl-C=C-(CH 2 )t-, 
CH2=aH-(CH2)t-, 
Ci-6 alLl-CH=CH-(CH2)f, 
C3-7 cyclbalkyl-CH=CH-(CH2)t- 
aryl-CH=CH-(CH2)t-, 
Ci-6 alkylWl-CH=CH-(CH2)t-, 
Cl-6 alkyl-S02-(CH 2 )f, 
Ci-6 alkylaAl-S02-(CH2)t-, 
Ci-6 alkoxy, * 
aryl Cl-6 alkoxy, , 
aryl C 1-6 alk;j 

(Cl-6 alkyl) p animo Ci-6 alkyl, 
(aryl)pamino, \ 
(aryl)pamino Ci- a alkyl, 
(aryl Cl-6 alkyl) p £taiino, 
(aryl Cl-6 alkyl )pai^ino Cl-6 alkyl, 

arylcarbonyloxy, 
aryl Cl-6 alkylcarbonVloxy, 
(Ci-6 alkyl ) p aininocarbonyloxy, 
Cl-8 alkylsulfonylamii 
arylsulfonylamino, 
Cl-8 alkylsulfonylamino^Ci-6 alkyl, 
arylsulfonylamino Cl-6 alkyl, 
aryl Cl-6 alkylsulfonylammo, 
aryl Cl-6 alkylsulfonylamirip Cl-6 alkyl, 
Cl-8 alkoxycarbonylamino, 
Cl-8 alkoxycarbonylamino Cjls alkyl, 
aryloxycarbonylamino Cl-8 al^yl, 
aryl Cl-8 alkoxycarbonylamii 
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kxyl Ci-8 alkoxycarbonylamino Ci-8 alkyl, 

CV-8 alkylcarbonylamino, 

CAs alkylcarbonylamino Ci-6 alkyl, 

aiyflcarbonylamino Ci-6 alkyl, 

aryl \l-6 alkylcarbonylamino, 

aryl Qi-6 alkylcarbonylamino Ci_6 alkyl, 

aminocarbonylamino Ci-6 alkyl, 

(Ci-8 alkyl )paminocarbonylamino, 

(Ci-8 alkVl)p aminocarbonylamino Ci-6 alkyl, 

(aryl)pammocarbonylamino Ci-6 alkyl, 

(aryl Ci-8 aikyl)paminocarbonylamino, 

(aryl Ci-8 alkyl ) p aminocarbonylamino Ci-6 alkyl, 

amino sulfonyramino Ci-6 alkyl, 

(Ci-8 alkyl )paminosulfonylamino, 

(Ci-8 alkyl)pamtodsfilfonylamino Ci-6 alkyl, 

(aryl)paminosxilfOTl^amino Ci-6 alkyl, 

(aryl Ci-8 alkyl ) p aminosiilfonylamino, 

(aryl Ci-8 alkyl) p aiMnosulfonylamino Ci-6 alkyl, 

Ci-6 alkylsulfonyl, \ 

Ci-6 alkylsulfonyl Ci-g alkyl, 

arylsulfonyl Ci-6 alkyl\ 

aryl Ci_6 alkylsulfonyl, \ 

aryl Ci-6 alkylsulfonyl Cjl6 alkyl, 

Ci-6 alkylcarbonyl, \ 

Ci-6 alkylcarbonyl Ci-6 alkjrl, 

arylcarbonyl Ci-6 alkyl, \ 

aryl Ci-6 alkylcarbonyl, \ 

aryl Ci-6 alkylcarbonyl Ci-6 alkyl, 

Ci-6 alkylthiocarbonylamino, \ 

Ci-6 alkylthiocarbonylamino Ci- A alkyl, 

arylthiocarbonylamino Ci-6 alkylA 

aryl Ci-6 alkylthiocarbonylamino, \ 

aryl Ci-6 alkylthiocarbonylamino CiVj alkyl, 

(Ci-8 alkyl)paminocarbonyl Ci-6 alkyk 
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(aryl)paminocarbonyl Ci-6 alkyY, 
(aryl Ci-8 alkyDpaminocarbonjA, and 
(aryl Ci-8 alkyl )paminocarborwl Ci-6 alkyl; 
or R5 and R6 are taken together with the carbon atom to which 
5 they are attached to form a carboiwl group, 

wherein any of the alkyl groups o/R^ or R^ are either unsubstituted or 
substituted with one to three Rl iubstituents, and provided that each R^ 
and R6 are selected such that im the resultant compound the carbon 
atom to which R^ and R^ are attached is itself attached to no more than 
10 one heteroatom; / 

R7 and R8 are each independently selected from the group consisting of 
hydrogen, A I 
Ci-io alkyl, (// I 

15 aryl, / 

aryl-(CH2)r-0-(CH2) s -, 

aryl-(CH 2 )rS(0)r/-(CH2)s-, 

aryl-(CH2)r-C(0)-(CH2)s-, 

aryl-(CH 2 )r-C(6).N(R4)-(CH2)s-, 
20 aryl-(CH2)r-N(R 4 )-C(0)-(CH2)s- 5 

aryl-(CH2)r-^(R 4 )-(CH 2 )s-, 

halogen, / 

hydroxyl, / 

Ci-8 alkylcarbonylamino, 
25 aryl Ci-fyalkoxy, 

Ci-5 alkoxycarbonyl, 

(Cl-8 aJkyDpaminocarbonyl, 

Ci-6 aikylcarbonyloxy, 

C3-8 ycycloalkyl, 
30 (Ci-A alkyl )pamino, 

ammo Ci-6 alkyl, 

aiwlanrinocarbonyl, 

a/yl Ci-5 alkylaminocarbonyl, 

aminocarbonyl, 
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aminocarbonyl Ci-6 alkyl, 

hy droxycarbonyl , 
hydroxycarbonyl Ci-6 alkyl, 

H(W(CH 2 )t-, 
Ciialkyl-C^C-(CH 2 )t-, 
C3-'Acycloalkyl-C=C-(CH2)t-> 
aryl-ffi^C-(CH 2 ) t -, 
Ci-6 ^[kylaryl-C=C-(CH2)t-, 
CH 2 =Op-(CH 2 )t-, 
Ci-6 alLl-CH=CH-(CH 2 )t-, 
C3-7 cycloalkyl.CH=CH-(CH 2 ) t - 
aryl-CH=CH-(CH 2 ) t -, 

Ci-6 alkyWl-CH=CH-(CH2)t-, 
Ci-6 alkyl-S0 2 -(CH 2 )t-, 
Ci-6 alkylaLl-S(^-(CH2)t- 
Ci_6 alkoxy,) 
aryl Ci-6 alkfoxyJi 
aryl Ci-6 alk^L 

(Ci-6 alkyl) p aAiino Ci-6 alkyl, 
(aryl)pamino, \ 
( aryl )p amino CAe alkyl, 
(aryl Ci-6 alkyl )j\amino, 
(aryl Ci-6 alkyl)p\mino Ci-6 alkyl, 

arylcarbonyloxy, 
aryl Ci-6 alkylcarb&nyloxy, 
(Ci-6 alkyl )paminocarbonyloxy, 
Ci-8 alkylsulfonylai^ino, 
arylcarbonylamino, 
arylsulfonylamino, 
Ci-8 alkylsulfonylaminb Ci-6 alkyl, 
arylsulfonylamino Ci-6¥ilkyl, 
aryl Ci-6 alkylsuKonylamino, 
aryl Ci-6 alkylsulfonylanmno Ci-6 alkyl, 
Ci-8 alkoxycarbonylaroinc 
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h-8 alkoxycarbonylamino Ci-8 alkyl, 
ar^loxycarbonylamino Ci-8 alkyl, 
arw Ci-8 alkoxycarbonylamino, 
arylVCi-8 alkoxycarbonylamino Ci-8 alkyl, 
Cl-8\alkylcarbonylamino Ci-6 alkyl, 
arylcarbonylamino Ci-6 alkyl, 
aryl C\-6 alkylcarbonylamino, 
aryl CiJfi alkylcarbonylamino Ci-6 alkyl, 
aminocaitbonylamino Ci-6 alkyl, 

aryl amino carb ony 1 ami no , 

(Ci-8 alkybpaminocarbonylamino, 

(Ci-8 alkyl ^baminocarbonylamino Ci-6 alkyl, 

(aryl) p amin<)carbonylamino Ci-6 alkyl, 



(aryl Ci-8 al&yl) 
(aryl Ci-8 alkyl)J 
aminosulfonyL 
(Ci-8 alkyDpam*? 
(Ci-8 alkyl ) p ami] 
(aryl)paminosulfo] 



minocarbonylamino, 

inocarbonylamino Ci-6 alkyl, 
o Ci-6 alkyl, 
osulfonylamino, 
sulfonylamino Ci-6 alkyl, 
lamino Ci-6 alkyl, 



inosulfonylamino, 
nosulfonylamino Ci-6 alkyl, 



(aryl Ci-8 alkyl) p 
(aryl Cl-8 alkyl ) p 
Ci-6 alkylsulfonyl, 
Ci-6 alkylsulfonyl Ci-A alkyl, 
arylsulfonyl Ci-6 alkyl, 
aryl Ci-6 alkylsulfonyl, 
aryl Ci-6 alkylsulfonyl Ct\q alkyl, 
Ci-6 alkyl carbonyl, 
Ci-6 alkylcarbonyl Ci-6 alk^l, 
arylcarbonyl Ci-6 alkyl, 
aryl Ci-6 alkylcarbonyl, 
aryl Ci-6 alkylcarbonyl Ci-6 allfyl, 
Ci-6 alkyl thiocarbonylamino, 
Ci-6 alkylthiocarbonylamino Ci-1r alkyl, 
aryl thiocarbonylamino Ci-6 alkyr 
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Ci-6 alkylthiocarbonyl amino, 
Ci-6 alkyl thiocarbonylamino Ci-6 alkyl, 
alkyl)paminocarbonyl Ci-6 alkyl, 
(arylStoaminocarbonyl Ci-6 alkyl, 
(aryl (5l-8 alkyl)paminocarbonyl, 
(aryl alkyl )paminocarbonyl Ci-6 alkyl, and 
C7-20 poiiycyclyl Co-8 alkylsulfonylamino, 
wherein any of tne alkyl groups of R? and are either unsubstituted or 
substituted with oVe to three R* substituents, and provided that each 
R^and R^ are selected such that in the resultant compound the carbon 
atom to which R? ancl R^ are attached is itself attached to no more than 
one heteroatom; 



R9 is selected from the g\oup consisting of 
hydrogen, 
Ci-8 alkyl, 

aryl, 

aryl Ci-8 alkyl, 

Ci-8 alkyl carbonyloxy CiV alkyl, 
aryl Ci-8 alkyl carbonyloxy V)l-4 alkyl, 
Ci-8 alkylaminocarbonylme\hylene, and 
C i _ 8 di alkyl amino carb onylm «thyl e ne ; 



wherein 

25 each m is independently an integer from\0 to 6; 

each n is independently an integer from 0\o 6; 

each p is independently an integer from 0 t\ 2; 

each r is independently an integer from 1 to 

each s is independently an integer from 0 to 3;\and 
30 each t is independently an integer from 0 to 3; 



and the pharmaceutical^ acceptable salts thereof 
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The compound of Claim 1 wherein X is 

a 6-memb^red monocyclic aromatic ring system having 1 or 2 
nitrogen atoms wherein each ring carbon atom is unsubstituted 
or substituted, with one R* substituent, or 

a 9- to 14-memoered polycyclic ring system, wherein one or more 
of the rings is aromatic, and wherein the polycyclic ring system 
has 0, 1, 2, 3 or 4 Heteroatoms selected from the group consisting of 
N, O, and S, and wherein the ring nitrogen atoms are 
unsubstituted or substituted with one Rl substituent and the ring 
carbon atoms are unsubstituted or substituted with one or two Rl 
substituents. 

3. The compound\)f Claim 2 wherein X is selected from 
the group consisting of 



r 1 R U 

h h h 




I' 



N' 



N' 



and 



'N' 



20 and is as defined in Claim 1 above. 



The compound of Claim 3 wherein X fls 
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y , 

and Rl is as defined in Claim 1 above. 



or 



N\ N' 
H 




N A 



5 5. \ The compound of Claim 3 wherein Y is selected from 

the group consisting: of 



-(CH 2 )m-, 
-(CH 2 )m-0-(CH 2 )i 
-(CH2)m-NR 4 -(CH2 N ) 
-(CH 2 )m-S-(CH 2 )n-, 
-(CH 2 ) m -SO-(CH 2 )n-, 
-(CH 2 )m-S0 2 -(CH 2 )n-, 
-(CH2)m-0-(CH2)n-0-(CH2} 
-(CH2)m-0-(CH2)n-NR4.(CH^p-, 
-(CH2)m-NR4-(CH2)n-NR4-(cfe)p-, and 
-(CH2)m-NR 4 -(CH2)n-0-(CH2)p\ 
wherein any methylene (CH 2 ) carbon atVn in Y, other than in R 4 , can 

be substituted by one or two R^ substituentfe 



and Z is selected from the group consisting oV 



o o o 

-CNR 4 - • -NR 4 C- • -NR 4 CNR 4 "- 



25 



30 



-CH 2 CH 2 -, and -CH=CH-, wherein either carbon\atom can be 
substituted by one or two R3 substituents. 

6. The compound of Claim 5 wherein 
Y is selected from the group consisting of 

(CH2)m, (CH2)m-S-(CH2)n, and (CH2) m -NR 4 -(CH 2 j 
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wherein any methylene (CH2) carbon atom in Y, other than in R^, c£ 
be substituted by one or two substituents; 
and Z is selected from the group consisting of 



O 

ii 



O 



-CNR 4 - • -NR 4 CNR 4 ". ^ 

-CH2CH2-, wherein either carbon atom can be substituted by one 
or two R.3 substituents. 

7. The compound of Claim 6 whereiri each is 
independently selected from the group consistingyof 
hydrogen, 



& 



fluoro, 

trifluor omethyl , 
aryl, 

C1-8 alkyl, 
arylCi-6 alkyl 
hydroxyl, 
oxo, 

arylaminocarbonyl, 
aryl Cl-5 alkylaminocaplSonyl, 

aminocarbonyl, and 
aminocarbonyl Ci-fi/^lkyl; 



25 and each is independently selected from the group consisting of 
hydrogen, 
aryl, 

C3-8 cyclo/dkyl, 
Cl-8 

30 Ci-8 alkylcarbonyl, 

aryl^arbonyl, 
C\£Q alkylsulfonyl, 

frylsulfonyl, 
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rylC i-6alkylsulfonyl, 
flC i_6alkylcarbonyl, 
jalkylaminocarbonyl, 
arylCi-5alkylaminocarbonyl, 
arylOi-8alkoxycarbonyl, and 
Ci-8alKoxycarbonyl. 



8. \ The compound of Claim 7 wherein R^, r7, and R** are 
each hydrogen al^d R^ is selected from the group consisting of 
hydrogen, 
aryl, 

Ci-8 alkyl, 
aryl-C=C-(CH; 
aryl Ci-6 alkyl, 
CH 2 =CH-(CH 2 )t- 
HC=C-(CH 2 )t- 



9. The compound of Claim 8 wherein R^ is selected from 
the group consisting of hydrogen, methyl, and ethyl. 

10. The compound of Claim 9 wherein R^ is hydrogen. 

11. The compound of Claim 7 wherein R^, r6 ? and R^ are 
each hydrogen and R? is selected nrom the group consisting of 

hydrogen, 
aryl, 

Ci-8 alkylcarbonylamino, 
Ci-8 alkylsulfonylamino, 
arylcarbonylamino, 
arylsulfonylamino, 
Ci-8 alkylsulfonylamino Ci-6 alkyl,\ 
arylsulfonylamino Ci-6 alkyl, 
aryl Ci-6 alkylsulfonylamino, 
aryl Ci-6 alkylsulfonylamino Ci-6 alkyl 
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Oh-8 alkoxycarbonylamino, 

C\i-8 alkoxycarbonylamino Ci-8 alkyl, 

arVloxycarbonylamino Ci-8 alkyl, 

arw Ci-8 alkoxycarbonylamino, 

aryJ\Ci-8 alkoxycarbonylamino Ci-8 alkyl, 

Cl-8\alkylcarbonylamino Ci-6 alkyl, 

arylckrbonylamino Cl-6 alkyl, 

aryl CVl-6 alkylcarbonylamino, 

aryl Cl-6 alkylcarbonylamino Ci-6 alkyl, 

aminockrbonylamino Ci-6 alkyl, 

(Ci-8 alKyl) p aminocarbonylamino, 

(Ci-8 alwl)paminocarbonylamino Ci-6 alkyl, 

(aryl)panmnocarbonylamino Ci-6 alkyl, 

aryl aminocarbpny 1 ami no , 

(aryl Ci-8 al&w)paminocarbonylamino, 

(aryl Ci-8 aI&y$paminocarbonylamino Ci-6 alkyl, 

ami no sulfonyl amino Ci-6 alkyl, 

(Ci-8 alkyl )paminosulfonylamino, 

(Ci-8 alkyDpaVninosulfonylamino Ci-6 alkyl, 

(aryl)paminosmfonylamino Ci-6 alkyl, 

(aryl Ci-8 alkyffipamino sulfonyl amino, 

(aryl Ci-8 alkyljUaminosulfonylamino Ci-6 alkyl, 

Ci-6 alkylthiocambonylamino, 

Ci-6 alkylthiocarBonylamino Ci-6 alkyl, 

arylthiocarbonylamino Ci-6 alkyl, 

aryl Ci-6 alkyl thioftarbonylamino, 

aryl Ci-6 alkylthiocarbonylamino Ci-6 alkyl, and 

C7-20 polycyclyl Co-ft alkylsulfonylamino. 

12. The compound of Claim 11 wherein R 5 , R*>, and R 8 
each hydrogen and R? is selected from the group consisting of 
hydrogen, \ 
aryl, \ 
Ci-8 alkylcarbonylaminoV 
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/I Ci-6 alkylcarbonylamino, 

aiVlcarbonylamino, 
Cij« alkylsulfonylamino, 
aryl yl-6 alkylsulfonylamino, 

arylsuJfonylamino, 

Ci-8 alkoxycarbonylamino, 

aryl C\\ alkoxycarbonylamino, 

aryl ami nacarb ony 1 ami n o , 
(Ci-8 alkyfipanrinocarbonylamino, 
(aryl Ci-8 aTkyl)paminocarbonylamino, 
(Ci-8 alkyDpVminosulfonylamino, and 
(aryl Ci-8 alkyl)paminosulfonylamino. 



13. The do^aj^imd according to Claim 12 wherein is 
15 selected from the group consisting of hydrogen, methyl, and ethyl. 



14. The compound according to Claim 13 wherein is 



hydrogen. 



20 15. The compound of Claim 7 selected from the group 

consisting of: 

3-(5-(5,6,7,8-Tetrahydro[l,8]naphth3^din-2-yl)-pentanoylamino)- 
propionic acid; 

25 

3(S)-(Pyridin-3-yl)-3-(5-(5,6,7,8-tetr^ 
pentanoylamino)-propionic acid; 

3(S)-(5,6,7,8-Tetrahydroqmnolin-3-yl)-3-(5-(5, 1 te,7,8- 
30 tetrahydro[l,8]naphthyridin-2-yl)-pentanoylaij^no)-propionic acid 
( trifluoroace tate ) ; 



2(S)-Benzenesulfonylaimno-3-(5-(5,6,7,8-te^ 
yl)-pentanoylamino)-propionic acid trifluoroacetat£ 
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15 



20 



25 



SISVCQiiinolin-a-ylJ-S-CS-CS^^^-tetrahydro-Cl.SJnaphthyridin^-yl)- 
pe^tanoylamino)-propionic acid; 

3(R)-(Qvdnolin-3-yl)-3-(5-(5,6,7,8-tetrahydro-[l,8]naphthyridin-2-yl) 
pentanoylaniino)-propionic acid; 

3-(Qiiinolin-3\l)-3-(7-(5,6,7,8-tetrahydro-[l,8]naphthyridin-2-yl)- 
heptanoylamino^propioiiic acid bis(trifluoroacetate); 

3-(Quinolin-3-yl)-3-(es(5,6,7,8-tetrahydro-[l,8]naphthyridin-2-yl)- 
hexanoylamino)-propionic acid; 



3(S)-(3-Fluorophenyl)-3-(4-(^fl^-tetrahydro41,8]naphthyridin-2- 
ylamino)-butyrylamino)-proprtS(nic acid bis(trifluoroacetate); 

3(S)-(5-(5,6J,8-Tetrahydro-[l,8]na^thyridin-2-yl)-pentanoylamino)-pent- 
4-enoic acid; \ 

3(S)-(3-nuorophenyl)-3-(5-(5,6J,8-tetrahydro-[l,8]naphthyridin-2-yl)- 
pentanoylamino)-propionic acid; \ 

2-(3-Fluorophenyl)-3-(5-(5,6J3-tetrahydro-[13]Wphthyridin-2-yl)- 
pentanoylamino)-propionic acid trifluoroacetate salt; 

3(S)-(Benzo[l,3](Jioxol-5-yl)-3-(5-(5,6J3-tetrahydro-[l,8Vaphthyridiri-2- 
yl)-pentanoylamino)-propionic acid; \ 

3(S)-(2,3-Dihydro-benzofuran-6-yl)-3-(5-(5,6,7,8-tetrahydro- \ 
[13]naphthyridin-2-yl)-pentanoylamino)-propionic acid; \ 

3(S)-(2-Oxo-2,3-dihydro-benzoxazol-6-yl)-3-(5-(5,6,7 > 8-tetrahydro- \ 
[13]iiaphthyridin-2-yl)-pentanoylamino)-propionic acid trifluoroacetat^ 
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fS)-(3-Fluorophenyl)-3-{3-[(5,6,7,8-tetrahydro-[l,8]naphthyridin-2- 
ylmethyl)-amino]-propionylamino}-propionic acid; 

3(S)\(3-Fluorophenyl)-3-(2-{propyl-[2-(5,6,7,8-tetrahydro- 
5 [13]naphthyridin-2-yl)-ethyl]-amino}-acetylamino)-propioiiic acid 
trifluoroacetate ; 

3(S)-(3-Fluorophenyl)-3-(2-{phenethyl-[2-(5,6,7,8-tetrahydro- 
[13]napmhyridin-2-yl)-ethyl]-amino}-acetylamino)-propionic acid 
10 trifluoroactetate; 

3(S)-(3-RuoAjphenyl)-3-{3(S)4(5,6,7,8-tetrahydro-[l,8]naphthyridin-2- 
ylmethyl)-ammo]-pent-4-ynoylamino}-propionic acid; 

15 3(S)-(3-FluoropMenyl)-3-{3(S)-(3-fluorophenyl)-3-[(5,6,7,8-tetrahydro- 

[l,8]naphthyridin-2-ylmethyl)-amino]-propionylamino}-propionic acid 
bis(trifluoroacetaue);^ 

3(S)-(3-Fluoro-4-phekyl-phenyl)-3-(5-(5,6,7,8-tetrahydro- 
20 [l,8]naphthyridin-2-w)-pentanoylamino)-propionic acid trifluoroacetate; 

2(S)-(2-Thienylsiilfonyl\nuno)-3-(5-(5,6J,8-tetrahydro-[l,8]naphthyridin- 
2-yl)-pentanoylamino)-pEopionic acid trifluoroacetate; 

25 3(S)-(3-Fluorophenyl)-3-{3-kiethyl-3-[(5,6,7,8-tetrahydro- 

[l,8]naphthyridin-2-ylmethyl)-aiiuno]-propionylaniino}-propioiiic acid; 

3(S)-(3-Muorophenyl)-3-{2-[2-(5,6J,8-tetrahy(iro-[13]naphthyridiii-2-yl)- 
ethyl amino] -acetylamino} -propi onic acid ; 



30 



3(S)-(3-Fluorophenyl)-3{[3-(5,6,7,^-tetrahydro-[l,8]naphthyridin-2-yl)- 
propyl]-ureido}-propionic acid; 



2(S)-(Methanesidfonylamino)-3-(5-(5\6J,8-tetrahydro-[13]naphthyridin- 
35 2-yl)-pentanoylamino)-propionic acic 
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3(S)-(2,3-Dihydro-benzofuran-6-yl)-3-[3-(l,2,3,4,6,7,8(R or S),9-octahydr/- 
benzo[6][l,8]naphthyridin-8-yl)-propionylamino]-propionic acid; 

5 3(S)-(2,3-Dihydro-benzofuran-6-yl)-3-[3-(l,2,3,4,6,7,8(S or R),9-octahydro- 
benzo[6][l,8]naphthyridin-8-yl)-propionylamino]-propionic apid; 

3(S)-(6-Methoxy-pyri(iin-3-yl)-3-|K-methyl-3-(l,2,3,4,6J,8Aoctahydro- 
benzo|>][13]naphthyridin-8-yl-propionyl)-amino]propumic acid; 



10 



15 



20 



3(S)-(2,3-Dihydro-benzofuran-6-yl)-3-[3-(5,6,7,8-teto6hydro-[l,8]- 
naphthyridin-2-ylmethylsulfanyl)propionylami^o]-propionic acid 
bis(trifluoroacetate) ; 



3-(Quinolin-3-yl)-7-[(5,6J3-tetr^^ 
ylmethyl)amino]-heptanoic acid; 

3-(Quinolin-3-yl)-7-[acetyl-(5,6J3^trahydro-[l,8]-naphthyri 
ylmethyl)amino]-heptanoic acidf 

3-(Qmnolin-3-yl)-7-[me^ 

naphthyiidin-2-ylmethyp4niino]-heptanoic acid; 



3-[5 -(2- Amino-pyrin^ 
25 propionic acid; 

9-(5,6J^-Teta^ydro-[l,8>^ acid; 

2-(Benze^sulfonylaiiuno)-9-(5,6,7,8-tetrahydro-[l,8]-nap 
30 non-4-enoic acid bis(trifluoroacetate); 

2(^-(Benzenesulfonylamino)-9-(5,6J,8-tetra^ 
!-yl)-nonanoic acid; 



35 
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2(R)-(Benzenesulfonylamino)-9-(5,6,7,8-teto^ 
2-yl)-nonanoic acid; 

2(S)-(Benzenesulfonylamino)-10-(5,6,7^-tetr^ 
5 2-yl)-decanoic acid; 

2(S)-(Benzenesulfonylamino)-8-(5,6J,8-te^ 
2-yl)-octanoic acid; 

10 2(S)-(Cyclohexylmethanesidfonylamino)-9-(5,6J^«-tetrahydro- 
[l,8]naphthyridin-2-yl)-nonanoic acid hydrochloride; 

2(S)-(7J-bimethyl-2-oxo4ri^ 
ylmethanesulfonylamino)-9-(5,6,^-tet^^ 
15 2-yl)-nonanoic acid hydrochlorid&r 

2(S)-(Phenylmethanesulfonylami^)-9-(5,6,7,8-tetrahydro- 
[l,8]naphthyridin-2-yl)-nonanoic acid; 

20 2(S)-(CyclohexanesiilfonylMmno)-9-(5,6,7,8-tetrahydro- 
[l,8]naphthyridin-2-yl)-nimanoic acid hydrochloride; 

2(S)-(Butane-l-sulfo^ami^ 
2-yl)-nonanoic acic^/nydrochloride; 

25 

2(S)-(3-BenzyWWo)-9-(5,6J,8-te^^ 
2-yl)-nonanarc acid; 

2(S)-(Be^yloxycarbonylamino)-9-(5,6 > 7,8-tetrahydro-[13]naphthyri 
30 2-yl)-nonanoic acid; 

2^)-(Phenylacetylamino)-9-(^^ 
-yl)-nonanoic acid; 



35 
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2(S)-(Acetylaimno)-9-(5,6,73^ 

2-yl)-nonanoic acid; / 

2(S)-(Ben2oylamino)-9-(5,6,7,8-tetrahydro-[l,8]naphmyridin- 
2-yl)-nonanoic acid; / 

S-CQuinolin-S-yD^-CS^^^-tetrahycto 

acid; / 

3(S)-(QuinoKn-3-yl)-9-(5,6J,8-tetrahydro-[/8]-naphthyri 
nonanoic acid; / 

3(R)-(Qmnolin-3-yl)-9-(5,6^ 



3-(Quinolin-3-yl)-7-(l,2,3,4,6J,^ 
8-yl)-heptanoic acid bis(hydrochloride); 

6-Oxo-3-(quinobn-3-yl)-9-(^6J3-tetrahydro-[l,8]-naphth5^ 
nonanoic acid; / 

3-(N-Oxo-quinolin-3-^)-9-(5^ 
nonanoic acid; / 

3-(Phenyl)-9-(5,^7,8-tetrahydro-[l,8]-naphthyridin-2-yl)-nonanoi acid; 

3-(Benzofc]tMophen-2-yl)-9-^ 
nonanoic acid; 

3(R)-(I^zo[>]thiophen-2-y^^ 
yl)-nonanoic acid; 

3CS)-(Benzo|Mthiophen-2-yU 
nonanoic acid; 



nonanoic acid 
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3-(Pyridin-3-yl)-9-(5,6J,8-tetra^^ 
acid; 

3(R)-(Pyiidin-3-yl)-9-(5,6J3-tetrahydro-[13]-naphthyridin-2-ylXnonanoic 
5 acid; 

3(S)-(Pyridin-3-yl)-9-(5,6,7,8-tetrahydro-[l,8]-naphthyridi^'-2-yl)-nonanoic 
acid; 

10 3-(3-Fluorophenyl)-9-(5,6,7,8-tetrahydro-[l,8]-naph^!iyridin-2-yl)- 
nonanoic acid; 



3(R)-(3-Fluorophenyl)-9-(5,6,7,8-tetrahydro-[^]-naphthyridin-2-yl)- 
nonanoic acid; 

3(S)-(3-Fluorophenyl)-9-(5,6,7,8-tetrahydro-[l,8]-naphthyridin-2-yl)- 
nonanoic acid; 



15 



3-(2,3-Dihyciro-benzoftiran-6-yl)-9H5,6,7,8-tetrahydro-[l,8]-naphthyridin- 
20 2-yl)-nonanoic acid; 

3(S)-(2,3-Dihydro-benzofur4i-6-yl)-9-(5 ) 6,7,8-tetrahydro-[l > 8]- 
naphthyridin-2-yl)-nonanoic acid; 

25 3(R)-(2,3-Dihydro-bejr(zoftiran-6-yl)-9-(5,6,7,8-tetrahydro-[l,8]- 
naphthyridin-2-yp^nonanoic acid; 

3-(2,3-Dihydr^enzofuran-6-yl)-9-(^ 
2-yl)-non-4-enoic acid trifluoroacetate; 



30 



3-(2,3-I^ydro-furo[3,2-b]pyri(lin-5-yl)-9-(5,6,7,8-tetrahydro-[l,83 
naphmyridin-2-yl)-nonanoic acid; 



3^)-(2,3-Dihydro-furo[3,2-b]pyridin-5-yl)-9-(5,6,7,8-tetrahydro-[l,8] 
35 Aaphthyridin-2-yl)-nonanoic acid; 
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3(S)-(2,3-Dihytko-fttro[3,2-b]pyridin-5-yl)-9-(5,6J,8-tetrahydro-[l,8l 
naphthyridin-2-yl)-nonanoic acid; / 

5 3-(Fiiro[2,3b]pyridin-5-yl)-9-(5,6,7,8-tetrahydro-[13]naphth^ridin-2-yl)- 
nonanoic acid; / 

3(R)-(Fiiro[2,3b]pyridin-5-yl)-9-(5,6,7,8-tetrahydro-[^]naphthyridin-2-yl)- 
nonanoic acid; / 
10 / 

3(S)-(Ftiro[2,3b]pyridin-5-yl)-9-(5,6J3-tetrahyXo-[l,8]naphthyridin-2-yl)- 
nonanoic acid; ^ / 



3-(2,3-Dihydro-furo[2,3-b]pyridin-5-yr)-9/5,6,7 > 8-tetrahydro-[l,8] 
15 naphthyridin-2-yl)-nonanoic acid; / 

3(R)-(2,3-Dihydro-furo[2,3-b]pyrid>h-5-yl)-9-(5,6,7,8-tetrahydro-[l,8] 
naphthyridin-2-yl)-nonanoic acid; 

20 3(S)-(2,3-Dihydro-furo[2,3-b^yridin-5-yl)-9-(5,6,7,8-tetrahydro-[l,8] 
naphthyridin-2-yl)-nonaijraic acid; 



3-(6-Methoxy-pyridi^-yl)-9-(5,6J,8-tetrahydro-[l,8]-naphthyridin-2-yl)- 
nonanoic acid; / 
25 / 

3(S)-(6-Metho^pyridin-3-yl)-9-(53 > 7,8-tetrahydro-[l,8]-naphthyridin-2- 
yl)-nonanoic/acid; 

3(R)-(6-^thoxy-pyridin-3-yl)-9-(5,6J,8-tetrahydro-[13]-naphthyridin-2- 
30 yl)-noiianoic acid; 

3^-Methoxy-pyridin-3-yl)-5-oxo-9-(5,6J3-tetrahy(iro-[l,8]-naphtiiyridin- 
X-yD-nonanoic acid; 
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3(R)-(6-Methoxy-pyridin-3^ 
naphthyridin-2-yl)-nonanoic acid; 

3(S)-(6-Methoxy-pyridin-3-yl)-5^^ 
5 naphthyridin-2-yl)-nonanoic acid; 

3-(Pyrimidin-5-yl)-9-(5,6,7,8-tetrahydro-[l,8]-napl^h 
acid trifluoroacetate; 

10 3(R)-(Pyrinndin-5-yl)-9^ 

nonanoic acid trifluoroacetate; 

3(S)-(Pyrimidin-5-yl)-9-(5,6J,8-tetrahy^o-[l,8]-naphth 
nonanoic acid trifluoroacetateTy 
15 W 
3-(2-Methyl-pyrimidin-5^ 
nonanoic acid; 

3(R)-(2-Methyl-pyrimidin^ 
20 yl)-nonanoic acid; 

^rs^r9-MAthv1-T^vTn*TTiiHi^-R-v1VQ-r5 fi 7 ft-tPtraVivdro-n .81-nanhthvridin-2- 
yl)-nonanoic acid; 

25 3-(2-Methoxy-pyi^din-5-yl)-9-(5,6J,8-tetrahydro-[13]-naphthyridin-2- 
yl)-nonanoic aciti; 

3(R)-(2-Metlfoxy-pyrimidin-5-yl)-9-(5A7>8-tefr 
2-yl)-nonanoic acid; 



30 



3(S)-(2^ethoxy-pyrimidin-5-yl)-9-(5,6J3-tetrahydro-[13]-naphthyrid^ 
2-yD^nonanoic acid; 



3/6-Amino-pyridin-3-yl)-9-(5,6J,8-tetrahy(iro-[133-naphthyri^ 
35 ynonanoic acid; 
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3(R)-(6-Ainino-pyridin-3-yl)-9-(5,6,7,8-tetrahydro-[l,8]-naphthyridin-2^ 
nonanoic acid; 

5 3(S)-(6-Amino-pyridin-3-yl)-9-(5,6J,8-tetrahydro-tl3]-naphthyrid^n-2-yl)- 
nonanoic acid; 



10 



15 



3-(Benzo[b]thiazol-2-yl)-9-(5,6,7,8-tetrahydro-[l,8]-naphth9!4din-2-yl)- 
nonanoic acid hydrochloride; 

SCR^CBenzoCblthiazol^-yD-S-CS.ej.S-tetrahydro-Cl^/naphthyridin^-yl)- 
nonanoic acid hydrochloride; 



3(SMBenzoMtMazol-2-ylW 
nonanoic acid hydrochloride; 



3-(6-Oxo-l,6-dihydro-pyridin-3-yl)-9-(5^7,8-tetrahydro-^ 
naphthyridin-2-yl)-nonanoic acid bis^trifluoroacetate); 

20 and the pharmaceutical^ acceptable salts thereof. 

16. The compound of Claim 15 selected from the group 
consisting of: 

25 3(S)-(Pyridm-3-yl)-3-^ 

pentanoylamino)-pirapionic acid; 

2(S)-Benzenesuffonylanrino-3-(5^ 
yl)-pentanoylamino)-propionic acid trifluoroacetate; 



30 



3(S)-(Qi^olin-3-yl)-3-(5-(5^ 
pentanroylamino)-propionic acid; 



3^)-(Quinolin-3-yl)-3-(5-(5,6J3-tetrahydro-[l,8]naphthyri 
35 ^entanoylamino)-propionic acid; 
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2(S)-(2-Thienylsulfonylamino)-3-(5-(5,6,7,8-tetrahydro-[l,8]naphthyridij 
2-yl)-pentanoylamino)-propionic acid trifluoroacetate; 

5 3(S)-(2,3-Dihydro-benzofuran-6-yl)-3-[3-(l,2,3,4,6,7,8(R or S),9-octaiiydro- 
benzo[6][l,8]naphthyridin-8-yl)-propionylamino]-propionic acidf 

3(S)-(2,3-Dihydro-benzofuran-6-yl)-3-[3-(l,2,3,4,6,7,8(S or RX9-octahydro- 
benzo[6][l,8]naphthyridin-8-yl)-propionylamino]-propionlc acid; 



10 



15 



30 



3(S)-(6-Methoxy-pyridin-3-yl)-3-|^-methyl-3-(l,2,3,4j;7,8,9-octahydro- 
benzo|>][13]naphthyridin-8-yl-propionyl)-ainino]pTopionic acid; 

3-[5-(2-Amino-pyrimidin-4-yl)-pentanoylamiiyz<]-3(S)-(quinolin-3-yl)- 
propionic acid; 



2-(BenzenesulfonylaminoV^ 
non-4-enoic acid bis( trifluoroacetate!? 

20 and the pharmaceutically acceptable salts thereof. 

17. The compound of Claim 15 selected from the group 
consisting of: 

25 3(R)-(Quinolin-3-yl)-9^,6J,8-tetrahydro-[l,8]-naphthyridin-2-y 
nonanoic acid; 

3(S)-(QmnoHn-jKyl)-9-(^ 
nonanoic acid!; 



3(R)-(Be^oMthiophen-2-yl)-9-(5,^ 
yl)-nonanoic acid; 



3(^-(Benzo[b]thiophen-2-yl)-9-(5,6,7,8-te^^ 
35 nonanoic acid; 
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aCRi-CPyridin-S-ylJ-S-CS.e.T.S-tetrahydro-Cl.Sl-naphthyridin^-y^-nonanoj 
acid; 

5 3(S)-(Pyridin-3-yl)-9-(5,6J,8-tetrahydro-[13]-naphthyridin-2-yl)-iyJnanoic 
acid; 

3(R)-(3-Fluorophenyl)-9-(5,6,7,8-tetrahydro-[l,8]-naphthyr^in-2-yl)- 
nonanoic acid; 

10 

3(S)-(3-Fluorophenyl)-9-(5,6J,8-tetrahydro-[l,8]-nap!ithyridin-2-yl)- 
nonanoic acid; 

3(R)-(2,3-Dihydro-ben2ofuran-6-yl)-9-(5,6,7,87<etrahydro-[l,8]- 
15 naphthyridin-2-yl)-nonanoic acid; 

3(S)-(2 > 3-Dihydro-benzofuran-6-yl)-9-^',6,7,8-tetrahydro-[l,8]- 
naphthyridin-2-yl)-nonanoic acid; 

20 3(R)-(2,3-Dihydro-furo[3,2-b]p^din-5-yl)-9-(5 i 6,7 > 8-tetrahydro-[l,8] 
naphthyridin-2-yl)-nonanoi(? acid; 



25 



3(S)-(2,3-Dihydro-ftu-o[^-b]pyridin-5-yl)-9-(5,6,7,8-tetrahydro-[l,8] 
naphthyridin-2-yl)-n£fnanoic acid; 



3(R)-(Furo[2,3b]j 
nonanoic aci< 



^din-5-yl)-9-(5,6,7,8-tetrahydro-[l,8]naphthyridin-2-yl)- 



3(S)-(Fu^2,3b]pyridin-5-yl)-9-(5^7,8-tetrahy^ 
30 nonanoic acid; 



3(R)-(2,3-Dihydro-furo[2,3-b]py^ 
iaphthyridin-2-yl)-nonanoic acid; 
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3(S)-(2,3-Dihydro-furo[2,3-b]pyridin-5-yl)-9-(5,6,7,8-tetrahydro-[l^ 
naphthyridin-2-yl)-nonanoic acid; 

3(R)-(6-Methoxy-pyridin-3-yl)-9-(5,6J,8-tetrahydro41,8]-naplithyridin-2- 
5 yl)-nonanoic acid; 

3(S)-(6-Methoxy-pyridin-3-yl)-9-(5,6J,8-tetrahydro-[l,^-naphthyridin-2- 
yl)-nonanoic acid; 

10 3(R)-(6-Methoxy-pyridin-3-yl)-5-oxo-9-(5,6,7,8-te^ahydro-[l,8]- 
naphthyridin-2-yl)-nonanoic acid; 



15 



3(S)-(6-Methoxy-pyridin-3-yl)-5-oxo-9-(5,6,^8-tetrahydro-[l,8]- 
naphthyridin-2-yl)-nonanoic acid^^ 

3(R)-(Pyriirddin-5-yl)-9-(5,6J,8-tetra>{ydro-[l,8]-naphthyridin-2-yl)- 
nonanoic acid; 



3(S)-(Pyrinu(iin-5-yl)-9-(5,6J3/tetrahydro-[l,8]-naphthyridin-2-yl)- 
20 nonanoic acid; 

3(R)-(2-Methyl-pyrimidii>^-yl)-9-(5,6J3-tetrahydro-[13]-naphthyridin-2- 
yl)-nonanoic acid; 

25 3(S)-(2-Methyl-pyr^din-5-yl)-9-(5,6J3-tetrahydro-[l^]-naphthyridin-2- 
yl)-nonanoic acidf 

3(R)-(2-Methoxy-pyrinudin-5-yl)-9-(5,6J^ 
2-yl)-nonary5ic acid; 

30 

3(S)-(2-^ethoxy-pyriim(im-5-yl)-9-(5,6J3-^ 
2-yl)-jKmanoic acid; 



[)-(6-Amino-pyridin-3-yl)-9-(5,6J,8-tetrahydro-[l,8]-naphthyridin-2-yl)- 
35 j&onanoic acid; 
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20 



^S)-(6-Amino-pyridin-3-yl)-9-(5,6J ; 8-tetrahydro-[l,8]-n 
n<manoic acid; 

5 3(R)-&enzo[b]thiazol-2-yl)-9-(5,6,^^ 
nonanoite acid hydrochloride; 

3(S)-(Benzo]^]thiazol-2-yl)-9-(5,6,7,8^ 
nonanoic acick hydrochloride; 



and the pharmaceutically acceptable salts thereof. 



18. A^pharmaceutical composition comprising a 
compound according toNClaim 1 and a pharmaceutically acceptable 

19. A pharmaceutical composition made by combining a 
compound according to Claim \ and a pharmaceutically acceptable 



carrier. 



20. A process for making a pharmaceutical composition 
comprising combining a compound according to Claim 1 and a 
pharmaceutically acceptable carrier. 

25 21. The composition of Claiirk 18 which further comprises 

an active ingredient selected from the group consisting of 

a) an organic bisphosphonate or a pn^rmaceutically 
acceptable salt or ester thereof, 

b) an estrogen receptor modulator, 
30 c) a cytotoxic/antiproliferative agent, 

d) a matrix metalloproteinase inhibitor, 

e) an inhibitor of epidermal-derived, fibroblast-^erived, or 
platelet-derived growth factors, 

f) an inhibitor of VEGF, 
35 g) an inhibitor of Flk-l/KDR, Flt-1, Tck/Tie-2, or Tie- 
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ingredient i 
a) 



10 



a cathepsin K inhibitor, and 

a prenylation inhibitor, such as a farnesyl transferase 
inhibitor or a geranylgeranyl transferase inhibitor or a dual 
farnesyl/geranylgeranyl transferase inhibitor; 
and mixtures thereof. 

22. The composition of Claim 21 wherein said active 
selected from the group consisting of 

organic bisphosphonate or a pharmaceutically 
fceptable salt or ester thereof, 
estrogen receptor modulator, and 
a cathepsin K inhibitor; 
and\ mixtures thereof. 



15 



20 
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23. \fDbe composition of Claim 22 wherein said organic 
bisphosphonate or pharmaceutically acceptable salt or ester thereof is 
alendronate monos^dium trihydrate. 

24. Tfie composition of Claim 21 wherein said active 
ingredient is selected pm the group consisting of 

a) a cytotoxic/antiproliferative agent, 

a matrix metalloproteinase inhibitor, 
an inhibitor of epidermal-derived, fibroblast-derived, or 
platelet-derived growth factors, 
an inhibitor 6f VEGF, 

an inhibitor of Flk-l/KDR, Flt-1, Tck/Tie-2, or Tie-1, and 
a cathepsin K inhibitor; 
and mixtures thereof. 



b) 
c) 

d) 
e) 
f) 



30 25. A method of eliciting an integrin receptor 

antagonizing effect in a mammal in need thereof, comprising 
administering to the mammal \ therapeutically effective amount of a 
compound according to Claim 
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The method of Claim 25 wherein the integrin receptor 
antagonizing effect is an av(33 antagonizing effect. 

27. \ The method of Claim 26 wherein the av[33 
5 antagonizing effect is selected from the group consisting of inhibition of 
bone resorption, restenosis, angiogenesis, diabetic retinopathy, macular 
degeneration, inflammation, viral disease, tumor growth, and 
metastasis. 

10 28. The iriethod of Claim 27 wherein the av(33 

antagonizing effect is the mhibition of bone resorption. 



i.fi 



15 



20 



29. The method of Claim 25 wherein the integrin receptor 
antagonizing effect is an avp5\antagonizing effect. 

0 

30. The method o£ 0fedm 29 wherein the avp5 
antagonizing effect is selected from the group consisting of inhibition of 
restenosis, angiogenesis, diabetic retinopathy, macular degeneration, 
inflammation, tumor growth, and metastasis. 

31. The method of Claini 25 wherein the integrin receptor 
antagonizing effect is a dual av{33/av(35 antagonizing effect. 



32. The method of Claim 31 Wherein the dual avp3/avp5 
25 antagonizing effect is selected from the group) consisting of inhibition of 
bone resorption, restenosis, angiogenesis, diabetic retinopathy, macular 
degeneration, inflammation, viral disease, tur\or growth, and 
metastasis. 

30 33. The method of Claim 25 whereif^the integrin receptor 

antagonizing effect is an av£6 antagonizing effect. 



35 



34. The method of Claim 33 wherein thdvocvp6 
antagonizing effect is selected from the group consistingtaf 
angiogenesis, inflammatory response, and wound healinjg. 
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35. A method of eliciting an integrin receptc 
antagonizing effect in a mammal in need thereof, comprising 
administering to the mammal a therapeutically effectyre amount of the 
composition of Claim 18. 



10 
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36. A method of treating or preWnting a condition 
mediated by antagonism of an integrin recen^r in a mammal in need 
thereof, comprising administering to the nrfammal a therapeutically 
effective amount of the composition of Cl^im 18. 



37. A method 
in need thereof, comprising a< 
therapeutically effective amo 



iting bone resorption in a mammal 
stering to the mammal a 
of the composition of Claim 18. 



38. A method of inhibiting bone resorption in a mammal 
in need thereof, comprising administering to the mammal a 
therapeutically effective amount of the composition of Claim 22. 

39. / A method of treating tumor growth in a mammal in 
need thereof, comprising administering to the mammal a 
therapeutic^dfiy effective amount of the composition of Claim 24. 

40. A method of treating tumor growth in a mammal in 
need/thereof, comprising administering to the mammal a 
therapeutically effective amount of a compound according to Claim 1 in 
combination with radiation therapy. 
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